047026229 A2 IV NI OO0 OO

NOVEL PYRAZOLOPYRI M DI NES AS CYCLI N DEPENDENT Kl NASE

I NH Bl TORS Abstract
pr esent

In its many enbodi nents,
i nvention provides a novel

t he
cl ass of

(IDINTERSNOPRAISARALESATION PBLESHEDIDOER (HE PARENT IGOOBER OHGN OREATY (PCT)

cyclin dependent ki nases,
QO dateldivar PRt | cal
or  NDIGRgfmikationconMpounds,
phar mae@atiohat Bhrefuor mul at i d
such conpounds, and net hoo

nethods of preparing such
Q0si tions containing one

|ﬂﬂ|||||iﬂ|g|imm[ﬂﬂ||||mml|LIJ|||||||||||||||||||||||||||||||||||||||

treatnment, prevention,

14BNnRRtdatica) Pudlicagidebater at i on .‘ one @t0) mreattdnzﬂa’am&suon Number
as s apirik2end (01.0h2a0de CDKs uBiCil such cWE»R044026229 A2

pharnmaceutical conpositions

(51) International Patent Classification’: A61K
(21) International Application Number:
PCT/US2003/027491

(22) International Filing Date:
3 September 2003 (03.09.2003)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:

60/408,029 4 September 2002 (04.09.2002) US

(71) Applicants: SCHERING CORPORATION [US/US];
2000 Galloping Hill Road, Kenilworth, NJ 07033-0530
(US). PHARMACOPEIA, INC. [US/US]; 3000 Eastpark
Boulevard, Cranbury, NJ 08512 (US).

(72) Inventors: GUZI, Timothy, J.; 48 Red Road, Chatham,
NJ 07928 (US). PARUCH, Kamil; 20 Third Avenue,
Garwood, NJ 07027 (US). DWYER, Michael, P.; 235
Katherine Street, Scotch Plains, NJ 07076 (US). DOLL,
Ronald, J.; 8 Concord Lane, Convent Station, NJ 07960
(US). GIRIJAVALLABHAN, Viyyoor, Moopil; 10
Maplewood Drive, Parsippany, NJ 07054 (US). AL-
VAREZ, Carmen, S.; 121 Walnut Street, Livingston, NJ
07039 (US). CHAN, Tin-Yau; 26 Barlow Road, Edison,
NJ 08817 (US). KNUTSON, Chad; 10 Cedar Street, Gar-
wood, NJ 07027 (US). MADISON, Vincent; 12 Ronarm
Drive, Mountain Lakes, NJ 07046 (US). FISCHMANN,
Thierry, O.; 2700 Sky Top Drive, Scotch Plains, NIJ
07076 (US). DILLLARD, Lawrence, W.; 278 Spring Hill
Road, Skillman, NJ 08558 (US). TRAN, Vinh, D.; 17374
Winemast Street, Fountain Valley, CA 92708 (US). HE,

Zhen Min; 5 Pennyroyal Court, Princeton, NJ 08540 (US).
JAMES, Ray, Anthony; 1036 Radcliffe Street, Bristol,
PA 19007 (US). PARK, Haengsoon; 8910 Tamarron
Drive, Plainsboro, NJ 08536 (US).

(74) Agent: KALYANARAMAN, Palaiyur, S.; Schering Cor-
poration, Patent Department K-6-1 1990, 2000 Galloping

Hill Road, Kenilworth, NJ 07033-0530 (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ,BA,BB, BG, BR, BY, BZ, CA, CH, CN, CO, CR, CZ,
DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, HR, HU,
ID,IL, IN, IS, JP, KG, KR, KZ, L.C, LK, LR, LT, LU, LV,
MA, MD, MG, MK, MN, MX, MZ, NI, NO, NZ, PG, PH,
PL, PT,RO, RU, SC, SE, SG, SK, SL, SY, TJ, TM, TN, TR,
TT, TZ, UA, UZ, VC, VN, YU, ZA, ZM.

(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO,
SE, SI, SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Declaration under Rule 4.17:
as to the applicant’s entitlement to claim the priority of the
earlier application (Rule 4.17(iii)) for all designations

Published:
without international search report and to be republished
upon receipt of that report

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations” appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: NOVEL PYRAZOLOPYRIMIDINES AS CYCLIN DEPENDENT KINASE INHIBITORS

<> (57) Abstract: In its many embodiments, the present invention provides a novel class of pyrazolo[1,5-a]pyrimidine compounds
as inhibitors of cyclin dependent kinases, methods of preparing such compounds, pharmaceutical compositions containing one or
more such compounds, methods of preparing pharmaceutical formulations comprising one or more such compounds, and methods
of treatment, prevention, inhibition, or amelioration of one or more diseases associated with the CDKs using such compounds or

=

pharmaceutical compositions.



